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yMy^/V^/vtt-yT—^ry^ A-^Y^y^y^y^^=-^^yT==-^ry^ A 

;V^-yT^ytLX\^ Ti?Mri/T~*->\ 7°tt°*=^/V3r^y7 

*c*yT~3ry, A-**f-;Vs<yy*s(;Vtt*y7~jry, A-^Y^y^y^/A^^yT^- 
^y^A-fuv^y^/^^yT-^yftb^mfbrLZo 

C0020] -^(D k&vv-c, m=o<DWr&&. —&&(i)<D4\&m*mm<D&j z?ymm 
[0021] m&mn<D—^(i)xmi5ftzt°vy'i/fc&m-z. m^^mxAm^mxh 

Z>„ fflx.^ 2-^nn^/Vfc 0 y>V, A-Vnn^/VWyyy 
^<Dmm^m^X^<D^ 2-7n^^-;V\i^yy^ 3-7~tt^;V\?V*yy^ A 

-ytt^/^vityftFtDMmmm&XTf^&m., 2-3— R^/w^yvV, 3-3 

fvar**y) ^/^V-yy^^mm^MisX^tDm.. 2-{^<yi£y*/v*=-;vtt 
*y)^3-;v\fyi?y^ 3-(^y^y^/^^^^y)^/^\i 0 V^yy, A-(^yHyx/v 

*fo^;v*^y) ^;v\i°^ytj:}f(DmmmM^xn^(Dm^i}mmx^ 0 mz.3 

[0022] — J»5£(2) Kl*3VvT\ R ^^^ 2 -12(Da:^b<^feOT/^/V«^#i- 

3 

l^^ya— /K ^ntVy^n-;v, 1, a-i/tvO^;?*-— /k 1, A-zf?yi?3r— 
/K 1, 2-7#ls&*— /K 2, 3-7*0 y-i**— /K 1, S-^^iXv^— /K 1, 6- 
^^i^"— /V. 1, S-tf^VSfc*-— /K 1, 10-7*^7 ^vo*"— /K 2-^f;W2, 
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[0043] ^^«,0r*^^ffl«^t>b<tt-^(6)T^$tV^b^(D#ff(C4o 
[0044] ZblC mRfote. ~^(5)Xm$tlZK°Vi?>ib&m%mM1rZ-tteU^ - 

[0045] (7) x~m£tizmmm?yi?>fc&Mte, mtmtcxvm rn-t^t & *smx$> 
«9, mnxmftwk&m-z. mwmm^h<D^w^mxh^ 0 tf^ ^<om 

[0046] ^T©HJfe^-C*ISMS:$e>lJ:p»»!:?ftWi-«o 
<Hi£0!ll> 

[TIB*5t^:^§*L5^^ (3-A) <D^] 

/CH 2 — O— (CH 2 -^— OH 

<b-£& (3-A) 



DMF(i/^/V^/VAT^K)75mH;il, 24g(91. 43mmol) 

^P^.TK^T^y^Atert-^^KlO. 3g(91. 79mmol) SrjfetaU Mtl. 5 

[0047] ro^y— $^-8 3%:X3-^vivi^^\i 0 })^mmm.l. 0g(6. lOmmol) 

*5j;^yi7Atert-^h^KO. 68g(6. 06mmol)^^S^^nb, r.tbSrl5|sHft 
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«9iSU £:MX*3-?vti^/]s}?})i/^m.mm.l5. 0g(91. 45mmol)ioXU^\) 1 >J>> 
tert-^H^KlO. 2g(90. 9mmol) ^r^PLfCo 

[0048] mmr&. k^^Sthplc (&#d •v&m-rzt. z-tw^tvwys^ 

Atert-^>^r>'K^5 < C^TT^Pb^ 0 ii*Pbfc^y!>Atert-^>^ri/K«l. 13g( 
10. 07mmol) Tr&oTco 
[0049] SJS«S^«US:Sl^mU ^-^«TDMF30mlT^^, 5W^DMF?riffiT 

C(^fe#l)-e^*fi-5i:, fl&M^4&(3-A)0>®8|%iS76. 
[0050] MfEfl^fe (3-A) <Z>*&£^&7k30mlK:^U h/^lsTttifrUt. ^<D'&^ 
7KS^^6g^P^, ^nn^>-20mlX2T*fliJttJU Miv^v'^AT^ 
tR^, ?«&@i:U itt#tf>flfti&ffrg-4&(3-A)9. 21g(iR*(l, 4-7*ls&*~- 
tV&» :57. 2%)^#/c 0 #e>tV^^^HPLC(^#l)-e^«fi-S^, 
99. ('H-NMRCCDCl ) : 5 1. 67-1. 75(4H, m, -(CH) -h 8 

3 2 2 

2. 35 (1H, s, OHK 8 3. 52-3. 56 (2H, t, J = 6. 0Hz, CH), 6 3. 64-3. 68 

2 

(2H, t,J = 6. 0Hz, CH), 6 4. 52 (2H, s, CH ) % 8 7. 27-7. 31 (1H, m, aro 

2 2 

mHh 8 7. 66-7. 70(1H, m, aromHh 8 8. 52-8. 56 (2H, m, arom £[X2 
h MS(APCl) :m/z=182[M + H] + ) 
[0051] HPLC(^#1) 

•^7^A:Inertsil ODS-3(GL Sciences)4. 6mm 0 X 250mm 

•&mm:A-0. 5%mmTl/*r~VJ*7kmWi. B-T±h~hVsl- A:B=70:30(— 

Oml/min 
•^W^:UV254nm 
•&A*:20/iL 
[0052] <mMM2> 

Lrmm^x^^t^ (5-a) 
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^WHr-O^V 0-CH 2 

it^m (5 -a) " r ^ 



DMF25ml^HulE^^(3-A)5. Og(27. 59mmol)§r*Px. % TkJftT^y^tert 
-^Hf-M^. lg(27. 63mmol)Sr^Pbfc 0 '©77!/-^5^6tT'3-^pn;tf 
/VM'Wlst&mMO. 5g(3. OSmmoD^i^y^i^tert-^h^^KO. 34g(3. 03 

. 5g(27. 43mmol) joi^y^Atert-^h^v-KS. 06g(27. 27mmol)^^PU 

[0053] mmmr^ sjsm-s^hplc (*#d -e^-rsi:, ^ 

?#>£Tfwim4k&yO (3-A) <DK°—?mn£:irZ>-§iX\ #y»>^tert-:7>3r^R£5 c C 
SXTXmiJWVtCo iIAnLfc;WAtert-7>^RteO. 62g(5. 53mmol)-efcofco 
[0054] SJ&Ml^£H$t#llfU ^-^^DMF30ml-C^#, ^i$fc^£>DMF£^BET 

<Dffimk&<lfo(5-A)0. 3g£r#fco ('H-NMR: 5 1. 70-1. 74(4H, m, -(CH ) 



2 



-h 5 3. 50-3. 54 (4H, m, CHX2), 6 4. 51 (4H, s, CH X 2) x 5 7. 25-7 

2 2 2 

. 29 (2H, dd, J=4. 9Hz, 7. 9Hz, aromHX2), 6 7. 65-7. 69 (2H, dt, J=l 
. 7Hz, 7. 9Hz, arom HX2), 5 8. 52-8. 57 (4H, dd, J=l. 7Hz, 4. 9Hz, a 
romH X 4h MS (APC1) : m/z =273[M+H] + ) 
[0055] <m&W3> 

irwrnm^fDit^-m (7-a) 
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it^m O -A) 




(CH 2 ) 7 CH3 



flftf&fcd4fe(5-A)5. 0g(18. 36mmol) t^^/vyi3^K35. 5g(l83. 8m 
moD^Px.. 70— 80 t tT*20li#raSJ&£:fTo*: 0 
[0056] SJ^^^^HPLC (f£#2) -e5H<rr5£> BtflB^^ (5-A) Ot?-^J«i*cL 

[0057] #btLf'^^2g^oV ^T-t?h^hy/V-g^^,v= 1 : 3 (v/v) ^^^1^ 
^V\^fi-fe^aC»^^(7-A)l. 6g£#7c 0 (m. p. 52-53^, 'H-NM 
R(d-DMSO) : 8 0. 82-0. 89(6H, t, J=5. 3Hz, CH X2h 5 1. 25-1. 34( 

3 

20H, m, -(CH ) -X2h 8 1. 77-1. 80 (4H, m, -(CH ) -X2h 8 2. 04-2 
2 5 — 2 2 

. 09 (4H, t, J=7. 0Hz, CHX2), 8 3. 70-3. 72 (4H, t, J=5. 9Hz, CHX2 

2 2 

h 8 4. 67-4. 71 (4H, t, J=7. 0Hz, CH X2), 8 4. 84 (4H, s, CH X2), 8 

2 2 

8. 11-8. 15(2H, dd,J = 6. 0Hz, 8. 0Hz, aromHX2), 8 8. 56-8. 59(2H, 
d, J=8. 0Hz, aromHX2), 8 8. 69-8. 92(4H, dd, J = 6. OHz, 13. 1Hz, ar 
omHX4h MS (ESI) :m/z=579[M-Br] + )o 
[0058] HPLC(^#2) 

•^Atlnertsil ODS-3(GL Sciences)4. 6mm * X 250mm 
•*7AII:15lC»-tiaS 

•3f£!WB:A-0. 5%ffimT>*r=-VJ>.7kfeW.B-T-th~hV/l' A:70%(12min{£ 
-» (lOmin) ^A : 50% ( 14min{£^) -*A : 70% 
Oml/min 
•$?tti3§:UV254nm 



WO 2005/044800 20 PCT/JP2004/016540 

•&Aft:20/iL 

[0059] <mmm4> 

WfflAk&M (5-A) <D&& : 1 , 4-^^y^-^^^t-DMF77!J-C3-^ 
nn^f;vt°lJ^y-DMF^7y-SrIT] 

DMF20mllCl, 4r~Zf f^J*— ?V\. 37g(15. 20mmol) %1)Vi7t. Tk^T^y^A 
tert-^H^M-'l. 71g(15. 24mmol) ^j^OU M-Cl^K^bfCo 
[0060] DMF15ml^3-^no^^t°yv?>'^^2. 5g(l5. 24mmol) ^Px., 
TK^T^y^Atert-^h^v-Kl. 71g(15. 24mmol) &»Ut„ 1, 4--79ls*J* 
— ^-DMF77!J- ^S-^nn^/Vfc'y^-DMF^y— £-17 14 < C'C?^T 

[0061] SJ^^^)^HPLC(^#l)T^*fi-^t, 3-?viti^/]sK a yi?XD\l 0 —?l)m 
m£thti<DX\ ^y ^Atert-^>^^K^-10^^T-C3-^nn^^t o y v>>-(Dt:*— 

^tCTK^T^y^Atert-^h^ri/Kl. 71g(l5. 24mmol) SrS^JDU VcfomUUZb 
<Dtm m<D?>-?n n^^-/Wt°y ^y-DMF^yy —£-20 1 rCt»TLfc. 

$C#8tU ^--^£DMF25ml-C^, 5«^^DMF^iff Tt-WicLfc 0 
[0062] r<7)^fg^^v ? ^nci^^^20ml£»L, |ga¥$ft^fr£4fokT?i5fcit^ 

2&£@*U »^OBtfIB^^l(5-A)3. 79g(f&H»(l, Ar--f&S&*— )\>XX>) : 
91. 8%)£#fCo #^fc^/^HPLC(^#l)-C^*f-t-^^x BUBB^^(5-A 
)(D®3»%«64. 5%TfeofCo 
[0063] <%Wfr\5> 

[HtflE^'^^ (5-A) : DMF-1 , 4--7&sl**~ ;W3-^n^f;H^!l 
^^(D^y — i^y^tert-^>dr^K^*iJb-C»] DMF50mltdl, 4-^ 
^yv?t- /H. 37g(15. 20inmol)*5j;t^3-^nn^/H;*yv?>'^^^5. Og(30 
. 48mmol) £#[]*., -20 lS^Wy^Atertr-^h^Ke. 84g(60. 96mmol) 
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[0064] Rj&m^&HPLC(2kflrl)-T*fttirtZ>b, S-fm&A'&JiSlsW—fjSX 
TfMmfc&Sfo (3-A) <Dt°—?tfmm&thtc(DX\ 3-^nn^f-;^!J^y^t-^jo 

j:t*awBfls£*> (3-a) <D\?—?&m&:irz>i£X\ 3-^v2u^^])^mmm.t^ 

Sftttl. 0g(6. 10mmol),^7!;^tert-^>=3r:yKfi8. 7g(77. 53mmol) Xhotc 

o 

[0065] ^jS^«:@?0c#|«iU ^-^£DMF25mlTi5fc#, 58S?fc&>e>DMF«:«JET 

Wfr'4k, i®K&@*U M4K©ttriBfc'g^(5-A)4. 31g(fel&^(3-^nnp^/V 

t°y^^^J;«9) :86. 5%)^#^> #fe^fc^/V^HPLC(^l)T^*fi-S 
HUBB^^J(5-A)0®^%«72. 
[0066] <^6£#!|6> 

[itufB^I^ (5-A) <D^$L : ^5fe#j5(D^-/PT^;/] 
DMF250ml^l, /V13. 73g(0. 1524molK 3-^nn^/Vfc°y 

v^^^O. 0g(0. 3048mol)^APX.. -19 12T^#y?Atert-:/>^>'K6 

8. 4g(0. 6096mol) ^20^#Jb-C»bfCo 
[0067] fc!&m&M%H-PLC(4km)X»ftVti-Z>b, 3-?vn^/V\i 0 })i?>&£TJiffim4k 

&m (3-A) <Dt 0 ~-?j)mmt$tlti<DX\ 3-^nn^;V^) vVtDtf— ^itfittffE 

IbS^ (3-A) ©t°- 3-^nn^/Vfc°yi^i«i&£#y ^tert 

-^h^r^K^-lO'CWTT'^PUfdo 
[0068] iI#PLfc3-^T3P;>^/Vfc o yi^:&®^}3:8. 0g(0. O3661110IK #y?J»tert-:/h 

=arv-ra23. 9g(0. 2130mol)T?fcofc 0 R)tM&W%:mWi'frMU fr—f&DMF 

^2oomi^»b, mmm^m^^xm^. mm^m^u mvt<Dmmk& 

m (5-A) 41. Og(3ffiJW(l, 4-^^v 5 ^— /W#):98. 8%)£#fc 0 
-r/^HPLC(^#l)-e^*fi-5i:, HUlB^^(5-A)0®a%^68. 8%T*&o 
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[0069] <mMM7> 

mmt^-m (5-A) <D&}&: 1, 4-y^v^— /^/^y^Aig-DMF^^y— {£3 

DMF250mUCl, 4-^yvoi-/H3. 73g(0. 1524mol)^Px., Tk^T^U 
^Atert-^h=3rv-Kl7. lg(0. 1524mol)£»U ^&-e2Rf F^Jt#Ut 0 

{d-15 10X:X*3-?uu^/V\i o yi?^mMiM.5. 0g(30. 48mmol),^7y^ 

Atert-^>^>K3. 42g(30. 48mmol)^S^^PL, ^;fr£5[e]j$i*93£Lfc„ ^ 

^l^<D^Ptt,-16 7 < CT'3-^nn^^/Vt 0 yv ? >'^^5. Og(30. 48mmol 

)x^y«>^tert-^h^K6. 84g(60. 96mmol) Sr^S^S^JPU ^tl&5\Eim'9M 
U ^fi-e3-^nn^/H: o y>?^^^50. Og(0. 3048mol) , ^y^tert-^h^r 
i/K51. 3g(0. 4572mol) £?»Uh 0 
[0070] EfeWT^L Rffcm&Vo&HPLC (^#1) T^WT^i:, 3-^cm^/Mf y^V 
*dJ:TJ?biIIB^^ (3-A)(Dt°— ^^flt^$^/c(DT% 3-^nc2^/vt°y^ot 0 — 
H3mmk&®} (3-A) <Dfc°-^fg;£-r5iirC\ 3-^nn^f;Vt'D^yMl 

[0071] il*PUfc3-^nn^/V't 0 y^^^^{i2. 65g(0. 0366mol), ^V^Mert-^b 
3->m4. 96g(0. 0442mol) ^fcofc* IS ^#8iU ^r-^^DMF 

125mlT:i5k#\ ^^^bDMF^ffiTi-©*^ 

[0072] ^O^ft^a^^v ? ^nci^^^200ml^^PU, ^^^^O^i^TKT^^m, ^ 
$££©5feU ?ft^^MIB^^(5-A)40. 9g(aitX^(l, 4-^*^;*— JV&V)) : 
98. 6%)£r#fc 0 #^fc^/^HPLC(^#l)T^*fi-?.^. wmt&m (5-A 
)0®»%«89. 2%-Cfeofc„ 

[0073] #e>tvfc3g.^^2g (7. 41mmol) y^nfcV^T/l^— /HOg tog#£U t&M 
^(C^bTK^^O. 27g(7. 41mmol)^^#i^A/f£ 0 ^^SrlCyC^ifePU #f 
fflUfcfgiS&Sr^iB* ^fiEf^LT, Hfj|S^^(5-A)(Dli&^l. lg£r#*:(iW 
:48. 0%)„ #e>tbfc^^^HPLC(^#l)-e5>*fi-^i:. telB^O®ffi%te97. 5 

[0074] <HJ6^i)8> 
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[l&fBffr&fc (5-A) <D&f& : 1, 4r--f9V*?Hr— /W-^y ^Atert-^h^^K-DMF 
^7^- lC3-^no^f;V^ i/V^^-DMF^^TUTBufB^^^I (3-A) 

^Atert-^b^v-K-DMF^^^^T] DMFlOOmlt^l, 4-v^^v^— /H3. 
73g(0. 1524mol)^P^L, 7k^T^y^tert-^>=3rv-K34. 2g(0. 3048mol)£r 

aawu 5t^T-e3o#flt#Lfco r^^y— K4~iot;^3^nn^/M^y$^ 

M.mi&25. Og(0. 1524mol)<DDMF(l50ml)|g«rl. 5H#ra3WTSiTUfco 
[0075] m^R^M^m^3-^uu^/^J^mm^25. Og(0. 1524molh;*/y?A 
tert-^>^rv-Kl7. lg(0. 1524mol) ^Ot^Tt'ttts tfy^Atert-^Hfv'Kl 
7. lg(0. 1524mol)<DDMF(l00ml)^^-10— 0 c C-e30^^t-C^TLfc o 

J:tfiB&iBte£-«& (3-A) (D\i°—^mM^tit'(DX\ 3-^on^^t°y^©t-^ 
^tfitffiBte^ (3-A) (Dt°—?tim£:irZ>-&X\ Z-^nxx^^^y^WMt 
^y^^tert-^b^^KSrO'CWT-e^PbfCo 
[0076] ii*aU/t3-^na^^Wlfy^>'4eiftifit46. 5g(0. 0396mol) % ^y^Atert-^h 
^KI48. 89g(0. O792mol) T^ofCo K^il^^SMiL, /r— ^£DMF 
150mlTi5fc*fK ^>«S«36^DMFS:«JEETtJ:e*bfe. 

:/200ml£MJU »«m^fr£^-e*8KJL *«£i?icU ifc^flftfEte^ 
(5-A) 43. 2g(m^(3-^na^/Vt°y^m^J;«9):92. l%)£#fc 0 # 
^>tbfc^--r/VSrHPLC(^#l)-e^W't-5i:, fl*fBte^KK5-A)©ffi«%tt87. 8 

[0077] <^Jfe^j9> 

IwWk&m (5-A) <£>^/& : DMF-1, ;V-Z-?xixi^)V\f Vi?^ 

mBM(D^yV— {C^y^Atert-^h^riXK^DMF^^^T] 

DMF200mnci, 4-^^^-/1-6. 87g(0. 0762molK 3-^na^/Vt°y 
t?>1MWttM25. 0g(0. 1524mol)^Px.,-ll^ — 5^T*#y^tert-:/h^>K35 
. 9g(0. 3199mol)<£>DMF (100ml) *§«rl. 5R#raa>rrriRTUfco mMX—m 
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})i?>i&mmt2. 5g(0. O152mol) > ^7y^i^tert-^'>^V'H1*3. 42g(0. 0305m 

oi)-cfeo/c„ fcj&m&m%mmftMu ^-^DMFisomrci^ zmmfrbv 
m^M^x^^mm^m^u mvt<Dmmt&m(5-A)2o. i s muma 

, 4r-7?Z/V*-/V£y)): 96. 6%)§r#/c 0 #^tvfc^^HPLC(^#l)T^ 

[0078] <MMWlO> 

mmt&Vo (5-A) <D&& : H^^cD^-^T^^] 
DMF750ml{il, /V41. 2g(0. 457mol) ^Px. x 7K^T^y>^ 

tert-:/h3->K5i. 3 g (o. 457moi)^^pL, ^M-en^ngs^Lfco ^o^y— 

K-b—0X:X3-^xixi^;V\f]}V'^mBM.7. 5g(45. 72mmol) x ^U^tert-^ 
h^>K5. lg(45. 45mmol)^^2(C^Pb, ^?rl0[Hj^«9igbfc„ i*l4»<£> 

^Pfi,-6 lV,X3-?vixi^;V\i o y^mgfcM.7 . 5g(45. 72mmol) , #y>A 

tert-^>=3ri/KlO. 2g(90. 9mmol)^S^»b, ^Jx£rlO[e]j&SM9jgU ±MX 
3-^nn^/Vt°y^V^^1^150. 0g(0. 9145mol) ,^y^tert-^>^rv'Kl53 
. Og(l. 364mol) ZWiMlstio 
[0079] ^P^T^, R!fcm&%}&nT>LC(4km)XfrffiirZ>b, 3-^xxn^;V^)^ 
&&X$mWk&m (3-A) ?f)mW£fttc(DX\ 3-?nxi^;V\?Wl/<D\?— 

tte£o-wm\\^m (3-a) ^mn^:-r^x\ 3-^n^;v\i°^j^mmm. 
t^^Meri-zfY^v^^^xmim^t^ m\\ut3-^vivi^/v\i o ])^m. 

mmt/3:<, ^y^Atert-^Mri/KiSlO. 3g(91. 79mmol) Xh^tCo Bti&m&lfa 
&mm&MU tr— ^^DMF300ml-e^, ^>«^^DMF^JET^e*bfc 
o -<D^^^^^no^^^500ml^^PL, ^5?^£g&fn^i£*Ti5fc8^L ^ 

^@^u ?fi^oHuss^^(5-A)iii. 9 g muma, 

:89. 9%)£#fc 0 #e>tvfc^/^HPLC(^l)T^^f-rSi:, buIB^^(5- 
A)COffi^%}*93. 9%T*feofCo 
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[0080] <mM&\u> 

mmt^-m (7-a) <d&& : &i&m&-w;—fr/7*Y~Yyjvmm *9s—>v 

/T^Y^Y^fV^Z^liy/^m^O^zM^Y^m^-A)^. 0g(36. 72mmol 
)t^f-/Vzfxi^y(Y7Q. 9 g (0. 367mol)5riPx., S8f£Tl35B#|?gSJ&£:fifofCo 
SJ&i&^SrHPLC (f£#2) -C#tfr*-3£. fltn&ffr£4fe (5-A) ©tf— ^fcfc^LT 

b-CMIS>fb-a'^(7-A)20. 3g(a^:83. 9%)£r#fc 0 #^>tV^^«rHPLC( 
^#2)T^*fi-§^, ffj|B'ft:^(7-A)(Dt 0 — ^©Bi%ij:91. 4%-efcofc 0 

[0081] <^»!ll2> 

[ittJfBfbl^ (7-A) ©^:H^I-DMF] 

DMF25ml^HijSS'fb'^^(5-A)5. 0g(l8. 36mmol) fc^^VV^n-^fK35. 5 
g(0. 184mol)^P^., 50-55 < C-C86^K^tr ; fTofCo^^#JSrHPLC( 
*#2)-e^«H-*fc, BfilS^^(5-A)(Dt 0 -^^?i^LTV^c 0 KJ&«£*to»S> 
DMF^f/^PWK^iffTtgib, ?ft^<DBfflE^^l(7-A)12. 9g(& 
1R^:106. 6%)£#/c 0 #b^^^SrHPLC(^#2)-e^*fi-S^ % HulE^ 
^3 (7-A) Otr— ^<£>®^%te93. 0%-C&ofc 0 

[0082] <^m^!ll3> 

COTMb^tt (7-A) *^rC(DSJ£, £tJ&?a^45~55t] 

flftiBffr£4& (5-A) 10. Og(36. 72mmol) |^t;^nWh70. 9g(0. 3671 
moDSrimfc* 49- 52^50 WH/&<Hrofc 0 ^JB-g^&HPLC (&#2) "C 

##h-5£\ HfriB^^(5-A)(Dt o -^«^^bTv^c 0 BLj&m-&m&#tmu *f 

(7-A) 21. 2g(3fi.lDl^:87. 6%) &#fco #b^c3^^%HPLC (#:#2) "e##T 
Hif|B^^(7-A)(Dt 0 -^(D®^%«93. 3%T?&ofc 0 
[0083] <H»J14> 

[BUlS^^(7-A)<D^:#^W^, SlS?aS75-80 < C, ^J—?V/ 
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iWBfb-fr*(5-A)10. 0g(36. 72mmol) W^nWK70. 9g(0. 3671 
moOSrAP*., 75— 77^T*20^HJ&&fTofc„ HJ^^SrHPLC (^#2) "C 

^^/k200ml^^^PL/Co 2l£^£r?fr£PU Wffibfc^^ B ^-10 c C-eMJ, Bfc 
^^10mlT^,f H £i5fc8K ^iE|£^LTSufS>ffc^(7-A)17. 4gO&Jfc*S:71 

^<D®3W%fi95. 2%-efco/c 0 
[0084] <HJfe#!|15> 

Cfltrt&fb^ (7-A) (D^ffc : ^/-/V/^^/i^^tfc^^ jgU 

MiBte<£«J(5-A)10. 0g(36. 72mmol) iCt^f /^n WK70. 9g(0. 3671 
moD^Px., 75— 77T;T*20Bf PflBOfc^fTofco S/&?£-S^£HPLC(#;#2)-e 

##rrs^ s^Jla^^(5-A)(Dt: 0 -^^i^^L•rv^fc o sis«s^lfem^y-/n 

t^ycWKS^O, TJi*4>ilbfco &(-JiJg£g^^^500ml<p{;i& 
*PL7c 0 a^»Sr?N»U «f Ui3ISfiS:5'C"C«SiJ, ^xfMOmltig^^, 
^EE^bTBfj|B^^(7-A)20. 8g(mitX^:86. 0%)£#fc o #5>^fc3(gfiSr 
HPLC(^#2)-C^«fi-^^, tfj|E>fb^(7-A)^fc o -^(D®^%^90. 8%-T?fc 

[0085] <^Jfe^!|16> 

[Mis>fb^#) (7-a) <d&& : ^*s—/i-/&m^/>mm<Di£m&£jzu Rfoik 

ffffS^^(5-A)100. Og(0. 367mol) ^^/V^t2^K709. lg(3. 67m 
oD&Mx.. 75-78^CT*20^raS^fTofCo RjSiS^SrHPLC (^#2) 
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,MJ£&mLXMmk&m(7-A)215. 8g(mifc^:89. 3%)&#fCo#^fd£ 

h^hplc (^#2) -e##rf-5^ tfjfg'fb^ (7-a) <Dt°-?<Dmm%m3. 1% 

[0086] #btbfc^f 0 212g^T-fe-h^hy/V592mU ffiM^/^1953ml<DmMxmi&£h 
^^^,^16^^(7^)192. lgCit»^:90. 6%) ^#fc 0 #^^ H B H ^ 
HPLC(^#2)-e5>*ri-^t. HufB^^(7-A)(Dt°-^0®a%}i96. 4%-Cfc 

[0087] <^W!ll7> 

LMmk&M (7-A) S-^nci^^/Vt^^O^^V^/V^^^^^M 

wc&m (5-a) sfjiE^^ (5-a) ^^m-fr-r^tufe^^^ (7-a) 

DMF35g^l, A-7$^i>r— /V3. 2g(0. 035mol)^PXL N 10— 20 c C-e;*7y? 
-ktert-^>^i/R3. 9g(0. 035mol) £»]bfc 0 M10— 25^3-^0 

D^/Vt°y> ? ^.^<^V^/P7}N^^20. 0g(0. 07mol)<£>DMF(55g)^$e£?j§ 
TU mmzjjyV&tert-yh^VlG. 8g(0. 15mol)^f JbT^PbfCo » 

\Y&m (3-a) <7)t°— ^^£ci-53rc\ #y ^-Mert-^h^KS^oTc.^ T-e«*n 

Lfc c iliPLfc^y^Atert-^h^rv^K^l. 5g(0. 01mol)T*fcofCo 
[0088] H^^^^O^a^^S'J. ^%10g(DDMF-e^#bfCo ^tWiZ.^^ 
/K/o-^fK96. 0g(0. 5mol)£»K 60^^72^^^^ ofc 0 SJ&2Ir^£r 
HPLC(^#2)-C5>*fi-Si:, ^^^(S^cDfc-^^t^^bTV^Co 
^m^mm^m^ ^--^£DMF20g-Ci5fcf!K 5»^DMF^^WaW 
K£^J£-R-fl*U ?ffi^BtflE^^(7-A)41. lg(aW(3-^oi3^/wfc°y 
^•^^i?^/V*V$?:&J;«9) :89. 2%)£r#fc 0 #e>nfc^--T/V^HPLC (^#2 
)-e##rT5^ H0lS>fk^(7-A)(Dt' > -^OS«%«87. 8%t?feo7t 0 
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[0089] <^l»iJ18> 

Ztmib&b (5-A) <D&J$ : m&frfhV V A-tert^/h^Kfcft*., 

DMF250mH£l, 4-^y^-;H3. 73g(0. 1524mol)^PXL, Tk^T^W 
?Atert-^h^>-Kl4. 65g(0. 1524mol) Sr^PU ^^1^^^^ 

^y— JC-15 10^T*3-^nn^/Vfc°y^i&$?:^5. Og(30. 48mmolh^l>y 

?Mert-zfh^>V2. 93g(30. 48mmol)^^S^^PL. ;L*l,£5|Hj$#jgbfc„ ^ 

thm&(DmN\±. -16 7T^3-^un^yV'fc 0 yv ? >':^:&5. Og(30. 48mmol 

) , ^"hy!7Atert-^>dri/K5. 86g(60. 97mmol)^S^^nL, ^tt^5(nl^ 
Mb, ^*-e3-^ao^^t°y^V±^^50. Og(0. 3048molh ^hy^Atert- 
^>=¥iXK43. 95g(0. 4573mol)^^Pbfc 0 
[0090] mmr&. £tJ&Ml^l£HPLC (^#1) -eftVr-tZb. Z-Vnv^sVM'Wl/ 

te£.T$mmt&ifo (3-a) cot: 0 — ?i>mm&titi<Dx\ z-tuxi^jvw i?^<Dt°— 

f&XXFffimk&m (3-A) <DK°—?l)m&1rZ>-£X\ 3-^nn^;H: 0 !Jv J y«^f 
^^hy^Atert-^h^rv-K^O^C^T-eMbfCo ^Pb^-^nn^/Vfc-yv?^ 
@t&te2. 5g(0. 0152mol),^-hy^tert-^>=¥v'K^2. 93g(0. O305mol)tr 
fcofc Rfom&m&mmftMU ^-^£DMF125ml-Ci5fc^ 5W^DMF 
^JETCf^Wt, ^O^*iaM^^^nn^^^200ml^^Pb, f&MWi&m%i 

^*x»ffifr'&.mm*m£:^ myt<Dmmk&m&-A)z9. 4g(a^(i, 4- 

-?9WHr- ;V£V)) :94. 9%)&#fc„ #fetLfc^--r/^HPLC(^#l)T^Wt-?. 
BijfB>ffc^(5-A)<Dffi^%{3:88. 3%T^ofCo 
[0091] <^&0ijl9> 

mmt^m (5-A) <Z>^J&: 3-fc°y vV^*/— ;V^^^7V^m=^^r^^. 
fflbfcj^SC] 

DMF15ml^l, 4-^^v 5 ^-— /VO. 9g(9. 99mmol)lrJnt, tR^T^^-A 
tert-^h^v-Kl. 13g(10. O7mmol) &^&UU ^-ei^P^^bfc. ^(D^y 
— ^-5— 0X:X3-\i°V^^y— )V^^^V-^y^-^=r;V2. 5g(10. 03m 
mol)©DMF(5ml)^^Tbfc 0 -5—0^-^30^^. RftM^m^V^ 
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Atert-^h^i^Kl. 13g(lO. 07mmol)£-5— O^-C^nbfCo Z.<DXy})— 
— OX^X'S-t'Vi/ls*?/— A^^^ZJto&yWtz&TM. 5g(10. O3mmol)<£> 
DMF (5ml) »#&j*TUfc. 
[0092] ^T^T^L S^^^^HPLC(^#l)T^^fi-^^x 3-fc°y v^*/-/W< 
^-^VX/V*>-^3i^/^(Dt 0 --^^ it^HtflS'fb'^^ (3-A) <£>fc°— ?&mm£titc 

3-A) <DM°— ?i)m£:irZ>$iT\ 3-fc*y^>^*/— ^Vl^V^^/Wb 

^>HZs*/V7frl/m^X'rM'£0. 25g(l. OOmmol), ^y^Atert-^h^v-KfiO. 
22g(l. 96mmol)-efcofCo ^^^^rS^llb, ^DMFlOmlT?^ 

U ^^^^i£*-Ci5fc8>iL ^£®*U teik<7>mmk&m(5-A)2. 4g 
(&J|X^(1, A-^>i^T— /W:<9):88. 2%)£#7~ 0 nbtltt^/V&HPLCi^k 
#l)-e^W«^, MIE^^(5-A)(Offi^%{*85. 8%-efeofc 0 
[0093] <HW!I20> 

[TIE«3t^T^$tl^>^-^^ (3-B) : 3-^tm^/Wfc°y $?>1ffllttD&»€>4- 

fit] 



DMF75ml^l, 4r-Zf?l/x?*— /VS. 24g(91. 43mmol)^Px.. Tk^T^y^A 
tert-^">=3fiyKlO. 3g(91. 79mmol) Sr^JIlU ^M-ei^FP^^bfCo ZJO?&) 

— tt^4r^mttAAPyjV%ati&\. 5g(9. 14mmolK #y?Atert 

-^h^rv-Kl. 03g(9. 18mmol)^5{C^nU ^ft£lO0»iEUt> 

[0094] t&toi&TgU SJS^ttSrHPLC (&#i) x-ftmirzb. 4-?uu*=?-;v&yj^ 




CH 2 — O— (CH 2 ^-OH 



fc^ft (3-B) 
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tert-^ , >^rv'K^10 t C^TT^*nLfCo ^UtXVVMert-Zfh^FtAl. 03g(9 
. 18mmol)-efcofCo RJ&Bi&to&mt&ftl&V. ^~^&DMF20ml-egfc*fK ^$6 

[0095] fe£^&7k30rnH^l*?U h/V^f^Lfco -t©^, *Jim^*6gSriP^. 
, ^nn^^20mlX2-e**mU &*gEl^^*V?A^fl}kRgL SjKSr®*U 
mft<DWtmt&to(3r-B)9. 21g(JR^(l, 4-'7*>>i?*—A'£*»:57. 2%)£# 

-NMR(CDC1 ) : 6 1. 65-1. 80(4H, m, -(CH) -), 6 2. 4(1H, s, OH), 6 

3 2 2 

3. 54-3. 58 (2H, t, J=5. 9Hz, CH), 6 3. 66-3. 70(2H, t, J = 5. 9Hz, C 

HK 6 4. 53 (2H, s, CH), 6 7. 24-7. 26 (2H, dd, J=l. 5Hz, 4. 5Hz, aro 

a z 

m H.X2K 6 8. 55-8. 57 (2H, dd, J = l. 5Hz, 4. 5Hz, arom HX2),MS( 
APC1) :m/z=182[M + H] + ) 
[0096] <mMM2l> 

iT^&tt&ztizfc&m (5-b) : 3-^u^/]yn°])^m.mm^4- 
mi 



DMF49ml^l, 4--?#>^t— ;V2. 7g(30. Ommol) ykfttTXVVJ* 
tert-^bdrv'KS. 4g(30. Ommol) ^^Pb, ^a^lftlWlJHfcUfc. Z.<OXy])—\Z. 

-5 3*C-C4-^ciu^/Hfys?>^fiafe!ftO. 98g(6mmolh ^y^Atert-^Hf-V 

KO. 68g(6mmol)?:^S(e:^PL, ^^5IUj^i9agbfc 0 r^^O»« % -5 
2 c CT*4-^na^/Vt°yv ? ^^^0. 98g(6mmolh #y?Atert-:/H^Kl 
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. 36g(12mmol)SrSS2^jS*nU £;»1/&5|§Iijft!9igU ±&X~4-?w*?SUt°Vi? 
>MM&9. 8g(60nmiolh#y^.Mert-^Hrv'KlO. 2g (90mmol) &&}jQV1to 

[0097] mumr^ Rj&m&m&HPLc (&#d -e##H-5£, 4-^nn^^fc°y^v 

*5j;TJ?B5flB>fk^ (3-B) <D\?—?1fitim&tl1t(D-V^ 4-^an;tf;H: 0 y^yot- 
^*$£U ? iiufB>fb'g-^ (3-B) <D\?—?&ffifrr&&T* x S^fiBfc* 

m&&2. Og(l2mmol), ^7y^Atert-^>=3rv'K«2. 6g (24mmol)'C*>ofc 0 S/£ 
»^*S:H*^iU ^-^^TDMF20ml-et5fe# > 5ft^kDMF&$cJBETl-g 

[0098] eLO^^i^gg^/V50nil&MU »#Mft*7Kt?i!fe^^, i&K&WifeU 

KrsBf b-a^fe (5-b) zmco mk&to<om&*HPi.c (&#d -e^i- 

itufEte^(5-B)(D®^%te70. 5%T-fcofCo #e>tLfcM^5g(18m 
mol) ^y^ntWT/^ —/V23. 3gT*S^^^frV\ Sfe^ B <Dfltf|B>fb^(5 
-B)2. 7g?r#fCo (m. p. 98. 6—100. 2^, 'H-NMR (CDC1 ) : 5 1. 75-1. 79 

3 

(4H, m, -(CM) -h 6 3. 53-3. 57(4H, m, CH X2h 6 4. 52(4H, s, CH. 

2 2 2 2 

X2), 6 7. 23-7. 27 (4H, dd, J=0. 8Hz, 6. OHz, aromHX4h 6 8. 55-8. 
57 (4H, dd, J=l. 6Hz, 6. OHz, aromH. X 4) , MS (APC1) :m/z=273[M + 
H] + ) 

[0099] <HJ£#i|22> 

LTmmm&Wk&W (7-B) : fjiafb^ (5-B) ^nn^f^t°y^ 

^^^^LfctO{^x,^^^WT^M9^L^f«»j3^|^#] 



HifsS'fb'^^(5-B)2. 0g(7. 34mmol)(C^^/^n^K21. 3g(110. 3mm 




(CH 2 ) 7 CH 3 
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oO&JP*.* 70-80^T*53B#r^/&£firo£: 0 KJ&i^«&«:HPLC(&#2)-C# 

WKSr«JETT?e*b, tttt©fMBfls£*(7-B)5. 2g(3ffiJfc^: 107. 7%)£r# 

%tt81. 3%T-feofc 0 
[0100] <^WJ23> 

CtlTSBfb-Mfc (5-B) tfJifitgl : &||&-?0fflK. (4M*r/Wfc : fulE^1=^ (5-B) \z 
ttLXl. 5)] 

MIE>fb^(5-B)5. 0g(18. 36mmoU B^ifc90. 5%)^y^nt>7/^- 
/H5. 0gK0ft«IU oi g (27. 70mmol) £20— 40^ 

&m (5-B) <D2m.Wti&4. 4g£#fc (M* : 69. 8%) 0 #^^^ B ^HPLC 

D-e#*ri-s^ mmik&vo(5-B)<Dmm%te97. 9%x»hotc 0 

[0101] <^ll£0i|24> 

[BtflB^^ (5-B) (Dmm : *«»TM>**». CHfflfrt/Hfc : Wfcit&m (5-B) K 
*j-L-C2. 0)] 

lftfBfc£4fe(5-B)5. 0g(18. 3611111101, ®;ffifc90. 5%)^y7 t ot°;P7;Vn- 
M5. Og^#U*#ttK^btafe*f*l. 34g(36. 75mmol) Sr20— 40 < C'e 

^(5-B)024S^5. 7gSr#fc(W:90. 5%) 0 #e>jxfcJ$^SrHPLC(^fe# 
l)-C#*rt-££, MIB^^(5-B)<D®^%^96. 
[0102] <HJfi0!J25> 

[MIE^^ (5-B) (DmU : IS^P*:ti^^?aSSr60-65 < C^ft^> SJS#s#«r 

sir<Dmmzvtz.m\tmmm23tmm 

BUlE^fb^(5-B)l5. Og(55. 08mmoU ®3*it90. 5%) ^y^nfcWT/^ 
— /W45. OgliliSftSU *<WKlCtt[^b**^f^4. Og(0. 1097mol) ^60—65^^ 

^l(5-B)(D2m^l7. 2g£#fc (1^:90. 5%) 0 #btbfc^ H ^HPLC (^#1 
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[0103] <H«J26> 

mmk&m (5-b) : mm^it mmt-sm (5-b) k*}- 

LTl. 0)] 

Btif^b^^(5-B)15. 0g(55. 08mmoU ®^it90. 5%) ^y^ntV^T/V^ 
— /V22. 5g^fl?U *§£??&^98%fi{t^5. 5g(54. 96mmol) £70— 75 < CT??|£ 

rut, ^^st^^u *fmLfc^f B ^jg, m&&mvx, mmt^m(5 

-B)(D2$mm7. 2gSr#fc(J|Jl^:47. 5%) 0 #^fc^ B ?:HPLC(^#l)^ 
iitlfBte^ (5-B) {3:94. 6%t?&ofc 0 

[0104] <mMW27> 

mmt&m (5-b) : mm^x-comm mm^it ttmit&b (5-b) \zm 

LTl. 5)] 

flOTB{b#4fe(5-B)10. Og(36. 72mmoU B^it90. 5%) te^SfxHiASTA** 
— /V20mHC*gJ|?U &MWtlZ.98%fiim5. 5g(54. 96mmol)£45— 60^CTi&T 

bfc 0 m-^m^5°cK^nu wwbfc^^^ig, ^ffi^br, tuis^^(5- 

B)<^2«5E^10. 6g£#fc(W:61. 6%) 0 #fe>tt^ B B H ^HPLC(^#l)-C^ 
*fi-§^, ftllE<b^(5-B)<DK^%te94. 9%T-fcofco 
[0105] <^Jfe^j28> 

[iitffE^#> (5-B) (DmU : (fi»^ifc : BiflE^^#> (5-B) 

LT2. O)] 

mmt&yo (5-B) 20. 0g(73. 43mmoU ®^it90. 5%)£-fy:/nfcVVT/l^ 
— /V40ml^^U ?£fi¥f&&-98%$t^l4. 7g(0. 1468mol) £60— 80 C C-C^T 

B)(D2gt^27. 5g£#fc0&^:79. 9%) G #e>tLfc^Hl^HPLC(^#l)-C^ 
ArTS^ BUlB^^(5-B)(D®^%^94. 7%-Cfcofco 
[0106] <HJ£#!I29> 

[HfrlB{b^(5-B)<D^: i, 4-^^^-— /KD^y-^-hy^AM^y— ^4-^ 

nn^^/l^t 0 y^^^ig-DMF^^y— ^^by^A-tert-y'h^v'KcDDMF^^^ 
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DMF80ml^l, 4-y^>i?Jr— /VS. 43g(0. O935mol) &MtL. TK^T^hy^ 
^tert-^>=3rv-K9. Og(0. 0936mol) Sr^RU mUT^l^mmWUt-o ZL(D^) 
— KO— 5 t C-e4-^aa^^/Vt°Uv?^^1^34. lg(45. 72mmol) /DMFlOOml 
<D^y]}— t-i-hV^Mert-Zfh^V37. Og(0. 3850mol) /DMF60ml<D^i&£- 

[0107] mrmrm. ^Mt?i^r H i^bT, Bifom&m&HPLc (^#d -c^-wrs^ 

4-^nn^^/Wt°y ^^(0^-^^ W^tbTx BUfB^^ (3-B) <Dt°-^{5^ 
^bfc 0 Kmm&VO&mWiftMU *T — ^^DMF60mrC$i?#\ 5»^DMF^ 
MJ±T^5febfco #^^^^28. Sg^-ry^ntV^T/V^— /1^84. 9g^Px.T 
i^filU Wffi&^WfcfcM-tftt. 9g(0. 1892mol)^r60-~65 < C"eP^#jAA/fCo 21 

is. ig-e^^, ir§my-y-epH 10-11. 5i.nu M^^ioomrej*^ 

B)22. 2g(JR^(l, 4--7Zl/*J*—/V£0) .&7. 2%) £#fc 0 ^kh/fc^A-SrHP 
LC(^#l)T^*f*r§^, HUlE>fb^(5-B)<7)®^%«97. 
[0108] <HJ£#J30> 

TKlOml^l, 4-v^Vv^— /l~4. 5g(0. 05mol) ^tW^^vVvhy^/V 
T^^-MfSSSftTO 20mg^P^, 7k^T48«4%7X^k^hy^^*^». 
3g(0. lmol) £r»]U 5— 15^1^i&E5cUt„ S/?Jc^ 3-^nny^vVfc°y^ 
^^8. 2g(0. 05mol)^^PU5— lS'CT'lONF^S^Ufdo Si^^HPLC 
#^3££/&Lfctel^3 (HfrlB3-B^|^C) <£>®3*«47%-efc^ (MIE5- 
Bil^C)<7)ffi^«30%T*feo/c o £^ 3-^nn^/Vt°y^^^8. 2g(0. O 
5mol)^P^, 48«*%7K^b-t-hyi7^^8. 3g(0. lmoD^lOBSTO^-t 
MTLfc S^^rHPLC^-r§^MIE>fk^(3-B)OB^^2% > ^j&Ufcte 
-^#)(ttffB5-B^|^C) OB»«79%-efeo/Co ^ cO^^^h/^ ^ (50ml2 

m) (cTttwu, nbtitcwv^mm&mfcmmu mvtvoUk&m-B) 15. 3 g 
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&mtc 0 ntbtitcmWiVo&HPLcftvt-rzbik&w (5-b) <Dmmm7%x*h^t£o 
[0109] <mmm3i> 

mm \&m (7-b) <d&& ■. mm^tcmm^m (5-b) u k^#£^t 

fIiB^^(5-B)20. Og(0. 0734moU HPLC(^#1) :98. 2W9t%)\Z*# 
f-/Vzfn^YlAl. 8g(0. 7343mol)^P^L, 75—78^-^20. 5mm%.!fc&fTo 

HtUfc„ &fc±Jg«r80tnOToir3rT?^**ISU MtfW^fBte^ (7-B) 44. 9 
g(TO^:93. 0%)£#fc o #e>tbfc»^SrHPLC(^#2)-C^#rf5i:, ffjfS 
\\&m(l-B)<D\?— ?<DmW%\*37. 5%T*$>ofCo ('H-NMR (d-DMSO) : 8 
0. 86-0. 90(6H, t, J = 5. 5Hz, CH X 2) » 8 1. 26-1. 35(20H, m, — (CH ) 

3 2 5 

-X2), 6 1. 80-1. 85 (4H, m, — (CH ) -X2h 6 2. 05-3. 02 (4H, m, CH 

2 2 2 

X2) N 6 3. 72-3. 75 (4H, m, CH X2), 6 4. 68-4. 72 (4H, m, CH X 2) N 

2 2 

5 4. 85 (4H, s, CHX2), 5 8. 13 (4H, dd, J=0. 8Hz, 6. 5Hz, aromHX4) 

2 

„ 6 8. 85(4H, dd, J=l. 6Hz, 6. 5Hz, aromH><4) 
[0110] <Hife^!l32> 

lTWMm&.<Dfc&fo (7-C) (D&f&] 



itflB^^^(5-A)5. 0g(18. 36mmol) CfV^nT^. 6g(183. 8mm 
oD&fiQPL, 70— 80 < C^20R#PASJ&2rfTofco 
[0111] S/&M^£HPLC (&#2) "C#*f1-5fc, BUHB^^ (5-A) <Dt°-^f«^L 
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])/u-mm^^= i : 3 (v/v) mmiz&tjnuto m^^mu wmjss&o'c 



X'Sm. WEEft»«rfTV\ 6g(fcJfcJfs(ffirfBte£^(5-A) £9) :88 
[0112] (i»^:76. 8—79. 2<C, 'H-NMRlCD OD) : 6 0. 9(6H, t,CHX2), 5 1.2 

3 — 3 

9—1. 40(28H. m, (CH) X2h 81. 77—1. 84(4H, m.CH X2h 6 2. 00 

2 7 2 

—2. 05 (4H, t,CHX2), 8 3. 69—3. 70 (4H, t, CH X 2) x 5 4. 64—4. 68 

2 2 

(4H, t, CHX2K 8 4. 77(4H,s,CHX2) % 6 8. 07— 8. 11 (2H, dd. J=, ar 

2 2 

om HX2), 8 8. 55—8. 57 (2H, d, arom HX2h 8 8. 93—8. 94(2H, d x a 
rom HX2), 89. 02(2H xS> arom HX2) 



[0113] 





c 


H 


N 




60.50 


8.74 


3.92 


mfem. (96) 


60.29 


8.65 


3.89 



[0114] HPLC(f£{$2) 

•#7A:Inertsil ODS-3(GL Sciences)4. 6mm </> X 250mm 

•&W}fa:A-0. 5%mmT>*r~VJ*&m&. B-T±b^hV^ A:60%(5min{& 

-» ( lOmin) : 30% (30min^#) ^A : 60% 
•$EJk:l. Oml/min 
•&ttl2£:UV254nm 
•&A*:10/xL 
[0115] <HJS0!J33> 

ll;!fe#j32(C:fctt3^>/l^P^hl-ft^ 

fc^nmmm32tmm^vxrmmm^xm^M^m(7-r>) 13. o g (ai& 
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^:91. 5%)^#fCo #^^k^#»(7-D)«rHPLC(^#3)-e^*fi-5^, i\& 



CrL 



4b£& (7-D) 



+ 

J Br - 

(CH 2 ) 11 CH 3 



I Br_ 
(CH 2 ) 11 CHg 



[0116] (Bu&:90. 0—91. 4°C. 'h-NMR(CD OD) : § 0. 89 (6H, CH X2), 6 1. 

3 3 

26—1. 39(36H, m, (CH ) X2h 6 1. 79—1. 82(4H, m, CH X2) x 6 1. 8 

2 9 2 

4—2. 05 (4H, m % CHX2), 6 3. 67—3. 70 (4H, t,CHX2), 6 4. 65—4. 6 

2 2 

8(4H,t,CHX2), 6 4. 77(4H,s,CHX2), 6 8. 07— 8. 11 (2H, dd, arom 

2 2 

HX2h 6 8. 55—8. 57(2H, d, arom HX2), 6 8. 93—8. 94(2H, d.aro 
m HX2h 6 9. 02 (2H. s, arom HX2) 



[0117] 





c 


H 


N 


n&m (96) 


62.33 


9.15 


3.63 


m^m (%) 


62.14 


9.12 


3.61 



[0118] HPLC(#;#3) 

• : CAPCELL PAK C SG120(§£^)4. 6mm 0 X 250mm 

18 

•&mm:A-o. iMv>mr.7km*ypMo. o5%mm)7^mm,B-8o%r±h^h 

V/^Tk&W A:B = 30:70 
•^£4:1. Oml/min 
•^tii^:UV254nm 
•&A*:20/zL 
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[0119] wmMi<*&m<DM&ik&m (7-a-d) <D&nmmz.Mirz>&Mm&> 
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mzm : mmm 


MIC ill M) 






7- A 


7-B 


7-C 


7-D 


Pseudomonas aeruginosa 
ATCC 27583 


6.25 


3.6 


1.8 


0.9 


51.2 


Pseudomonas aeruginosa 
ATCC 10145 


6.25 


3.6 


1.8 


0.9 


51.2 


Pseudomonas aeruginosa 
IFO 3080 


6.25 


6.25 


0.9 


0.9 


102.4 


Klebsiella pneumoniae 
ATCC 4352 


1.8 


1.8 


0.45 


0.2 


12.8 


Klebsiella pneumoniae 
ATCC 13883 


1.8 


3.6 


1.8 


0.9 


102.4 


Proteus rettgeri 
NEH 96 


3.6 


3.6 


0.9 


0.9 


51.2 


Proteus vulgaris 
ATCC 13315 


3.6 


3.6 


0.45 


0.2 


16.4 


Proteus mirabilis 
IFO 3849 


6.25 


6.25 


1.8 


1.8 


204.8 


Escherichia coli 
K12 OUT 8401 


0.9 


0.9 


0.45 


0.2 


12.8 


Escherichia coli 
K12 W3110 


0.9 


0.9 


0.45 


0.2 


25.6 


Bacillus subtilis 
IFO 3134 


0.5 


0.45 


0.2 


0.1 


6.4 


Bacillus subtilis 
ATCC 6633 


0.45 


0.45 


0.1 


0.1 


6.4 


Bacillus cereus 
IFO 3001 


0.45 


0.45 


0.2 


0.1 


6.4 


Micrococcus Iuteus 
IFO 12708 


0.2 


0.2 


0.1 


0.1 


6.4 


Staphylococcus aureus 
IFO 12732 


0.45 


0.45 


0.2 


0.1 


6.4 


Staphylococcus aureus 
JCI (MRSA) 


0.4 


0.45 


0.45 


0.2 


12.8 



a) "«Vif;l/3 — V A : -g-ft-^ ViJ*^3 — ? A 



[0121] mmm2<*&w<v4t&M(7-A-n)(D&mMmKMirzmwmmMBc) > 
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[0122] 



:2 : 



mm : mmm 


MBC dfl M) a > 






7 — A 


7 — B 


7 — C 


7 — D 


Pseudomonas aeruginosa 
ATCC 27583 


Q ft 
o.D 


Q ft 
O.D 


u.y 


U.40 


204.8 


Klebsiella pneumoniae 
ATCC 13883 


Q ft 
O.D 


Q ft 
O.D 


u.y 


U.4D 


102.4 


rToteus rettgeri 
NIH 96 




o.u 






51.2 


Jiscnencnia coii 
K12 OUT 8401 


1.8 


1.8 


0.45 


0.45 


51.2 


JIri>CilCl ICllici COLL 

K12 W3110 


1.8 


1.8 


0.45 


0.45 


204.8 


Bacillus subtilis 
IFO 3134 


0.9 


0.9 


0.45 


0.2 


1.6 


Bacillus subtilis 
ATCC 6633 


0.9 


0.9 


0.2 


0.2 


0.8 


Bacillus cereus 
IFO 3001 


0.9 


0.9 


0.2 


0.2 


25.6 


Staphylococcus aureus 
IFO 12732 


0.9 


0.9 


0.2 


0.2 


6.4 



a) MBCIiffJ^ofco 30 30 

b) ^>lfyL/n^>>A : 3«)^i/f;l/3^^A 

[0123] i*»^3<*l8W^b^ (7-A-D) 0*H^*J-i-5^/J^WPlJh^ (MIC) 

*H8Hfra^ ^tbz (2- (4 ' -^ryy/w) -< ^x-^ y a-) v ^c 0 ft/Ms 
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[0124] 

m.3 itStlU^ hJl> 



mm : mmm 


MIC (/iM) a) 




A J r> >> 1 U E3 TiH 


7- A 


7-B 


7-C 


7-D 


Aspergillus niger 
TSY 0013 


3.6 


3.6 


1.8 


0.9 


102.4 


Aspergillus niger 
IFO 6341 


3.6 


3.6 


1.8 


0.9 


25.6 


Aspergillus terreus 
IFO 6346 


3.6 


3.6 


0.9 


0.9 


25.6 | 


Aureobasidium pullulans 
IFO 6353 


3.6 


3.6 


1.8 


0.9 


0.8 


Chaetomium globosum 
IFO 6347 


3.6 


3.6 


0.9 


0.9 


3.2 


Cladosporium 
cladosporioides IFO 6348 


3.6 


3.6 


0.9 


0.9 


3.2 


Gliocladium virides 
IFO 6355 


3.6 


3.6 


1.8 


0.9 


3.2 


Penicillium funiculosum 
IFO 6345 


3.6 


3.6 


1.8 


0.9 


1.6 


Rhizopus nigricans 
SN 32 


6.25 


6.25 


1.8 


1.8 


102.4 < 


Trichoderma virides 
IFO 30498 


6.25 


6.25 


0.9 


0.9 


51.2 



a) MIClZV7v-igm : £m^> ^PX^K^TifilJ^L/c 0 30^ 7 0P^ O 



[0125] izxtii*. A^<D&&ttv^fc&to&to&m&£Lx, mm. **^>&m 



WO 2005/044800 42 PCT/JP2004/016540 

[1] TSE-^(l) 

— (D R 9 R,-A 

(HX) m 

(2) 

HO-R3-OH 

) 

— Jlftit (3) R Ri-O-Rg-OH 

— (4) r. r,-b 

(HY) n 

) 
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(5) R, v R1-O-R3-O-R, E 



-j&xt (6) R 6 -Z 

m^-r^>TiE-^(7) 



(7) R, 



R 1 -0-R 3 -0-R 4 



Rr 



R 6 



I© 

2Z ~ Rr 



[2] 



[3] 



1 4 
2 5 

3 6 
2 7 7 

mx&z>) xh% 0 ) -e^^ti^^^tttry ^t^-m<Dm^m 0 
atrSE-«5£(i)*fl^-«!5*;(4) KiasttsR tf*. ch mxbv, r *5j;u? 

14 2 2 

5 
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